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thesis intermediates and pharmaceutical compo- 
sitions in which they are present and which 
are useful especially for the treatment of 
cardiovascular diseases and duodenal ulcers 
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ABSTRACT nw tto n^^^^ 
The present invention relatee to the products of 

km 1 a 



the formula 



^ : J- 



*7t 




FORMULA (I) 



and their tautomeric forms, in which formula: 
- Y is located in the 4-, 5-, 6- or 7-poeition of the 
benzimidazole or azabenzimidazole ring and is an imida- 
zole, benzimidazole, triazole or imidazothiazole deri- 
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22 TT UnSUb8titUted or substituted by firoups 
such as halogen, COR., ORs, SRe , CQOHa (Re beiag a 
hydrogen ato* or a lower alkyl radlcal) or a lwer 
radical which is unsubstituted or substituted by ha^n 

th! beLi^ phenyl or pyridyi rias directiy b °nded to 

bond^ T ° r a2abenzi »"-ole or indirectly 

strtutel bv 6 ^ WWCh 13 — "stituted or sub- 

stituted by a lower alkyl radical, i„ particular aniline 

stituted or substituted in particular by one or more 

colrr , T ^ S 5 - ne » Wed *" "-^bered heterooycle 
containing 1 to 3 heteroelements selected from nitrogen 

^ " - 8UlfUr ' ° r 2 ^ *• - OH, «. sTof 

SORe group, Re being a lower alkyl. a C 2 -Ce aLenyl in 
Particular an allyl, or a Ca-C- .iv, , , a-uwnyl, in 
Propargyl; 8 alkyny1 ' *» Particular a 

at^ indePSndently ° f — -other are the hydrogen 

£t at0n * " CF3 ' NOa » "MOOR.. OR* or 

r^ifir a ^ - * lower alkyl 

LdLole; ° f ^ *™—e «>r aMbens - 

redt 1 ? ^ h r rOSe " at ° n ^ oan be a lower alkyl 
ZTZ ' ^ " 2 - " «• ^ or SORe 

euc A n a B : :z: B ::; n be a carbon at °» - ■ — 

and to the drugs in which they are present. 
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WHAT TR nr.ATKnrn TR . 

1. Benzimidazole and asabenzimidazole derivatives of the 
formula 



R. * I' 



N 



FORMULA (I) 



and their tautomeric forms, in which formula- 
- Y is located in the 4-, 5-. 6- or 7-position of the 
benzimidazole or azabenziaidazole ring and is an imid- 
azole, benzimidazole, triazole or imidazothiazole deri- 
vative which is unsubstituted or substituted by groups 
such as halogen, CORs, ORe. SRe, COOfe, (Re being a 
hydrogen atom or a lower alkyl radical) or a lower alkyl 
radical which is unsubstituted or substituted by halogen. 

Til NHRC ' ™ CO ** °* ">»* H-upe. Z heinH 

defined above; 

- 2 can be a phenyl or pyridyl ring directly bonded to 
the benzimidazole or azabenziaidazole or indirectly 
bonded via a nitrogen atom which is unsubstituted or eub- 
etituted by a lower alkyl radical, in particular aniline 
or aminopyridine. the phenyl or pyridyl ring being unsub- 
etituted or substituted i„ particular by one or more 
lower alkyl radicals, one or more halogen atoms, one or 
more OR*. SRe. SOR*, NHCORb or NHRa groups (Re being as 
defined above) or a 5-membered to 10-»embered hate recycle 
containing 1 to 3 heteroelements selected from nitrogen, 
oxygen and sulfur, or 2 can also be an OH. SH. SRe or 
SORe group. Re being a lower alkyl. a Cz-Ce alkenyl. in 
particular an allyl. or a Cz-Ce alkynyl. in particular a 
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propargyl ; 

l*ol lndePendBntly ° f °- -o^e r are the hydrogen 

atom, a halogen atom. a CF 3 , NOa, NHH< , NHCOIU, OIU or 
SIU group (IU being a hydrogen atom or a lower alkyl 
radical, or a lower alkyl and can be located in the 4-, 
5- 6- or 7-position of the benzin.ida.ole or azabenz- 
imidazole; 

- Ra is the hydrogen atom and can be a lower alkyl 
TolTZ a beMyl ~ " 2 - «■ «- - or SOR* 

^ is L^iir be a carbon aton or a 

and their addition salts with acids which are advan- 
tageously pharmacologically acceptable 
2 Derivatives according to claim 1 in which Y is 

imidazole. 

3. Derivatives according to claim 1 or claim 2 in which 2 
le the pyridyl radical, in particular pyrid-4-yl 

4. Derivatives according to claim 1 or claim 2 in which 2 

is trrx accordlas to ciaim 1 - — 2 - — - 

whichTT" V° COrdin|1 *° ^ 0n ° °* 1 to 6 in 

which Rx is a Cl -Ce lower alkyl radical, in particular 

l^ Va lVeB «~°*ding to any one of claims 1 to 8 in 
which Ri is the chlorine atom 

w£ ?TT iVeB aCCOrdln « to T one of claims 1 to 6 in 
which Ri is the trifluoromethyl group 

l ll f 0 ! 1 ^*^ 3 wording to any one of claims 1 to 10 in 
which Ra is the hydrogen atom. " " 



r 
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12. Derivatives according to any one of claims 1 to 10 in 
which Ra is the methyl radical. 

13. Derivatives according to any one of claims 1 to 12 in 
which Ra is the isopropyl radical if 2 is the OH or SH 
group. 

14. Derivatives according to any one of claims 1 to 13 in 
which W is the nitrogen atom. 

15. Derivatives according to any one of claims 1 to 14 in 
which B and W are nitrogen atoms. 

16. Derivatives according to any one of claims 1. 2. 3, 
8. 11 and 13 to 15 in which Rx is a lower alkyl radical, 
in particular methyl, in the 7-position, R* is the hydro- 
gen atom, Y is an imidazolyl radical and Z is a pyrid-4- 
yl radical. 

17. Derivatives according to any one of claims 1 to 16 
which are selected from the products of the formulae 



a 



H 
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O Y 




0_Y 




or >- 



.HCL 



18. A novel benzimidaaole derivative of the following 
structural chemical formula: 



19. Methods of preparing the compounds of formula (I) 
according to any one of claims 1 to 18. which comprise 
preparing said compounds by reacting urea, thiourea, 
carbon disulfide, an aromatic or pyridine aldehyde (the 
reaction being followed by oxidation), an aromatic or 
pyridine acid chloride, a benzoic or pyridine acid, an 
aromatic or pyridine nitrile. an aromatic or pyridine 
dithiocarbamate. an aromatic or pyridine isothiocyanate 
or an aromatic or pyridine imidodithiooarbonate with 
di amino compounds of formula (II): 



* * ■• 
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FORMULA (II) 

In which: 

Rx and R* independently of one another are the hydrogen 
atom, a halogen atom, a CF 3 . NOa . NHIU. NHOOIU. OR. or 
SIU group (R 4 being a hydrogen atom or a lower alkyl 
radical) or a lower alkyl; 

Rs is the hydrogen atom, a lower alkyl or a benzyl group; 
Ana 

Y is an imidazole, benzimidazole ,. triazole or imidazo- 
thiazole derivative whioh is unsubstituted or substituted 
by groups suoh as halogen. COR,, OR*, SRs. COORs (Re 
being a hydrogen atom or a lower alkyl radical) or a 
lower alkyl radlcal whlch ±m ^^^^ Qp m£bmtitatmd 
by halogen. ORa. SR*. COORe. NHRs. NHOOR© or CORa groups. 
Re being as defined above. 

20 Synthesis intermediates of formula (II) as defined in 
claim 19. which are useful for the preparation of the 
eorrssponding compounds (I) as defined in any one of 
olaims 1 to 18. 

21. A pharmaceutical composition which comprises a phar- 
maceutical^ effective amount of at least ens compound of 
formula (I) as defined in any one of claims 1 to 18. or 
one of its addition salts with a pharmacologically 
acceptable acid, which may or may not be incorporated in 
a pharmaceutical^ acceptable excipient. vehicle or 
carrier. 

22. A pharmaoeutical composition with cardiovascular 
activity, which comprises a pharmaceutical^ effective 
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amount of at least one compound of fomila (I) as defined 
in any one of claims 1 to 18, or one of its addition 
salte with a Pharmacologically acceptable acid, which may 
or may not be incorporated in a pharmaceutical ly accep- 
table excipient, vehicle or carrier. 

23. A pharmaceutical composition with secretion and/or 
ulcer inhibiting activity, which comprises a pharma- 
ceutical^ effective amount of at least one compound of 
formula (I) as defined in any one of claims 1 to 18 
which may or may not be incorporated in a pharmaceuti- 
cal^ acceptable excipient, vehicle or carrier. 
24. A method of preparing a therapeutic composition, 
which coBprises incorporating a therapeutically effective 
amount of at least one compound of formula (I) as defined 
above in any one of claims 1 to 18, as well as its 
addition salts with pharmacologically acceptable acids if 
appropriate, into a pharmaceutical^ acceptable exci- 
pient, vehicle or carrier. 

25. A method of preparation according to claim 24 
wherein a pharmaceutical composition with cardiovascular, 
cardiotonic, vasodilate, antihypertensive and platelet 
aggregation inhibiting activity or secretion or ulcer 
inhibiting activity is prepared. 
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